Procedures for the preparation of substrates
For substrates 1a-1g, and 1j: A mixture of substituted 2-iodophenol (2 mmol), 3-acetamidophenylboronic acid (3 mmol, 1.5 equiv, for 1a-1f, and 1j) or 3-(N-Boc-amino)phenylboronic acid (3 mmol, 1.5 equiv, for 1g), Pd(PPh 3 ) 2 Cl 2 (70 mg, 0.1 mmol, 5 mol %) and K 2 CO 3 (828 mg, 6 mmol, 3 equiv) in dioxone/H 2 O (6 mL/2 mL) was stirred at 100 o C under an argon atmosphere until the starting material was disappeared (typically 20 h). An aqueous solution of HCl (10%, 4 mL) was added to acidify the reaction mixture with vigorous stirring. The mixture was then extracted with EtOAc (15 mL × 2). The combined organic layers were washed with brine, and dried over Na 2 SO 4 . The concentrated crude product was purified by column chromatography to afford 2-arylphenol 1.
For substrate 1h: 2-(3-Aminophenyl)-4-nitrophenol (0.5 mmol), obtained by following the above procedure using 3-aminophenylboronic acid as one of the substrates, was dissolved in THF (3 mL). Et 3 N (0.55 mmol, 1.1 equiv) and benzoyl chloride (0.55 mmol, 1.1 equiv) was added into the above solution at 0 o C. The reaction mixture was warmed gradually to room temperature. After being stirred at rt for 4 h, the mixture was diluted with EtOAc (20 mL). The resulting solution was washed with brine (15 mL) and the organic layer was dried over Na 2 SO 4 . The concentrated crude product was purified by column chromatography to afford 1h.
For substrate 1i:
To a solution of 2-(3-aminophenyl)-4-nitrophenol (1 mmol) and Et 3 N (1.1 mmol, 1.1 equiv) in EtOAc (2.5 mL), was added a solution of 4-chlorobutanoyl chloride (1.05 mmol, 1.05 equiv) in EtOAc (1.3 mL) dropwise at 0 o C. The reaction mixture was warmed to room temperature and it was stirred at rt for 4 h. To the mixture was added EtOAc (20 mL). The resulting solution was washed with brine (15 mL), and dried over Na 2 SO 4 . The concentrated residue was purified by column chromatography to afford 2-(3-(4-chlorobutanoyl)aminophenyl)-4-nitrophenol. This product was dissolved in isopropanol (2 mL), and an aqueous solution of NaOH (6%, 2 mL) was added. The mixture was stirred for 11 h at rt before it was acidified with diluted HCl aqueous solution (10%, 4 mL). The mixture was extracted with EtOAc (20 mL) The organic layer was washed with brine (15 mL) and dried over Na 2 SO 4 . The concentrated residue was purified by column chromatography to afford 1i. 
Characterization of substrates 2-(3-acetamidophenyl)-4-nitrophenol (1a)
N
2-(3-acetamidophenyl)-4-chlorophenol (1c)
2-(3-acetamidophenyl)-4-formylphenol (1e)
OH
2-(3-(N-Boc-amino)phenyl)-4-nitrophenol (1g)
